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I. AMENDMENTS TO THE CLAIMS: 

Claims 1 to 22. (Canceled) 

Claim 23. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently selected from the group consisting of: H[[,]] and R, ancJ 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and provid e d that i f ei ther ono of 



m e thyl or b e nzy l , th e n for wh i ch e v e r of R ^-ot^ g i s R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four nitrog e n atoms, and zero to 
four su l fur atoms, and the carbon atoms are optionally substituted with: [[=8,]] -OH, -©R4«r- 



to t e n carbon saturat e d or unsaturat e d a l ky i group or R^ -aftd-R a ar e join e d to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Ra are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 




wherein: 



R4- and R^- i s H, oaoh of R3 7-R47-R § and Ra - 



re is i sopropy l or pheny l , and R? -i6 



OiQR^ , SH, SR 4 0. SOCR 4or-NH3H^40r-N(R4o)ar 
-F, -CN, -CO2H, -G02R4«T -CHO, -€QR4e , CONHg r-CC 
GOSR4eT QL-NOar-SOg H, SORA oi-SQaR:;^ . whoro i n R 
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o 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by jo i n i ng R 4 .and R^ -of by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, and pyrrolyl; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; 
-SR; -NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 24. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 
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R4 O R7 Rfl 



Re 

R2 Ri 

wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: naphthyl, anthracyl, or and pyrrolyl; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Ra are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10. -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br. -CI, -F, -CN, - 
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CO2H, -CO2R, -CHO, -COR, -CONH2. -CONHR. -C0N{R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Ra is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 25. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, an^ 
AfR-T provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i d e d that if o i thor ono of 
R4-aftd-Ra.i s H, e ach of Rg r^T-R g and R g ar e H and R§ i s i sopropy l or ph e ny l , and R? -t6 
methy l or b e nzy l , th e n for wh i ch e v e r of R ^-e^-R g is R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four nitrog e n atoms, and z e ro to 
four su l fur atomo, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -©R4«t- 
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, NHCOR 4gr-NR4cGQR407 -I, -Br, -CI, 
SMWR4 0. CON(R4 o)2T -COSH, - 
i s a li near, branch e d or cyc l ic, ono 



to t e n carbon saturat e d or unsaturatod a l ky i group or R^ -artd-^ ar e jo i n e d to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Re are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 



R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, 

the ring formed by jo i n i ng R4 and R z-of-by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X Is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2. -NHR, -N(R)2. -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 



Z— C— Y 
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Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR", or X; provided however If Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 26. (Canceled). 

Claim 27. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 



Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, and provided that if either one of Ri 
and R2 is H, each of R3, R4, Re and Re are H and R5 is isopropyl or phenyl, and R7 is methyl 
or benzyl, then for whichever of Ri or R2 is R or ArR-, the definition of R is limited to a 
saturated or unsaturated moiety having a linear, branched, or non-aromatic cyclic skeleton 
containing one to ten carbon atoms, zero to four nitrogen atoms, and zero to four sulfur 
atoms, and the carbon atoms are optionally substituted with: =S, -OH, -OR10, -O2CR10, -SH, 
-SR10, -SOCR10, -NH2, -NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, - 

CN, -CO2H. -CO2R10. -CHO, -COR10, -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10. - 
NO2, -SO3H, -SOR10, -S02Rio> wherein R10 is a linear, branched or cyclic, one to ten carbon 
saturated or unsaturated alkyI group or Ri and R2 are joined to form a ring; 




wherein: 
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R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10. -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 
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Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 28. (Canceled) 

Claim 29. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 



wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 
one of R3 and R4 is H and the other of R3 and R4 is ArR- ; 
R5 is selected from the group consisting of: H, R, ArR-, and Ar; 
Re is selected from the group consisting of: H, R, and ArR-; 
R7 and Re are independently selected from the group consisting of: H, R, and ArR-; 
and 
Rg is: 



R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -ORio, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 




Z— C— Y 
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NHR10. -N(Rio)2. -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alky! group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Ra is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 30. (Canceled). 

Claim 31. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 
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wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring, 
or provided that where one of Ri or R2 is H, the other is not benzoyl; 

R3 and R4 are independently selected from the group consisting of: methyl, ethyl, n- 
propyl and n-butyl; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rq are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10. -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO. - 
COR10, -CONH2. -CONHR10, -CON(Rio)2. -COSH. -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 

O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 

11 
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CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2. - 
SO3H, -SOR, and -SO2R; 

Ar is an aronnatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 32. (Previously Presented) The compound of claim 31 , wherein R3 and R4 are each 
-CH3. 

Claim 33. (Previously Presented) The compound of claim 32, wherein R5 is Ar. 

Claim 34. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 
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R3 and R4 are joined and form a moiety selected from the group consisting of p- 
cyclopropyl, (3-cyclobutyl, (3-cyclopentyl and p-cyclohexyl; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 

0 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 

ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 

and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 

phenyl, naphthyl, anthracyl, or phenanthryl; and 
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Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 35. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently selected from the group consisting of H, methyl, ethyl, 
propyl, n-butyl and acetyl, provided that if either one of Ri and R2 is H, each of R3, R4, Re 
and Rs are H and R5 is isopropyl or phenyl, and R7 is methyl or benzyl , th e n for wh i ch o v o r 
ef-R4.-of-R2 i s R or ArR , th e d e f i n i t i on of R i s l im i ted to a saturated or unsaturat e d mo io ty 
hav i ng a linear, branch e d, or non aromat i c cyc li c skel e ton conta i n i ng on o to t e n carbon 
atoms, z e ro to four n i trog e n atoms, and z e ro to four su l fur atoms, and th e carbon atoms ar e 
opt i ona ll y substitut e d w i th: "S, OH, OR 40r-O2GR4 0. SH, SR 407-SOCR4^r-NH2T"NMR4^7- 



whoro i n R 4^ i s a li n e ar, branched or cyc li c, ono to ton carbon saturat e d or unsaturated a l ky i 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R. and ArR-; 

R7 and Rq are independently selected from the group consisting of: H, R, and ArR-; 




wherein: 



GOf4H2T 
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and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety liaving a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10. -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, the ring formed by join i ng R4 and Ra -ef by joining R3 and R4 is a 
three to seven member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof 



RPP/2 19207.1 



15 



U.S. Patent Application No.: 09/581.511 
Inventor(s): Andersen et aL 
Attorney Docket No. : 1 0828 1 -00000 



Claim 36. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



wherein: 

Ri and R2 are joined and form a moiety selected from the group consisting of 
cyclopropyl, cyclobutyl, cyclopentyl and cyclohexyl; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 



R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, the ring formed by joining Ri and R2 or by joining R3 and R4 is a 
three to seven member non-aromatic cyclic skeleton within the definition of R, 




Z— C— Y 
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Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R orX; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -OHO, -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 37. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently H, CH3 or acetyl, provided that if either one of Ri and R2 
is H, each of R3, R4, Re and Rs are H and R5 is isopropyl or phenyl, and R7 is methyl or 
benzyl , th e n for wh i ch e v e r of R^ -OF^ a is R or ArR , tho def i n i t i on of R i s l im i t e d to a 
s aturat e d or unsaturat e d mo ie ty hav i ng a l in e ar, branch e d, or non aromat i c cyc li c sk e l e ton 
conta i n i ng on e to t e n carbon atoms, z e ro to four n i trog e n atoms, and z e ro to four su l fur 




wherein 
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t4R4Q€OR4Q , I , Br, CI, 

i s a li n e ar, branch e d or cyc li c, 



on e to t o n carbon saturat e d or unsaturatod alky i group ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Re are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 



R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10. -NR10COR10, -I. -Br, -CI, -F. -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, the ring formed by jo i ning R 4 . and R^ -of-by joining R3 and R4 is a 
three to seven member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 



Z— C— Y 
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Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or-(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 38. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently H or CH3, provided that if either one of Ri and R2 is H, 
each of R3, R4, Re and Rs are H and R5 is isopropyl or phenyl, and R7 is methyl or benzylj 
then for which e v e r of R ^-e^^a i s R or ArR , th o d e f i n i t i on of R i s li m i ted to a saturated or 
unsaturat e d mo ie ty hav i ng a li near, branch e d, or non aromatic cyolic ske le ton conta i ning 
on e to t e n carbon atoms, z e ro to four n i trog e n atoms, and z e ro to four sulfur atoms, and th e 
carbon atoms ar o optiona l ly subst i tut e d w i th: -S, OH, OR 4^7-Q2GR4o , SH, SR 40— 



unsaturat e d a l ky I group ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 




wherein: 
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R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Ra are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10. -NO2, "SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, the ring formed by jo i ning R^and R g-of by joining R3 and R4 is a 
three to seven member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R orX; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, .N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 

-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 

formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
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from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceuticaiiy acceptable salt 
thereof. 

Claim 39. (Previously Presented) The compound of claim 38, wherein Ri is H, and R2 is - 
CH3. 

Claim 40. (Previously Presented) The compound of claim 38, wherein R5 is Ar. 

Claim 41 . (Previously Presented) The compound of claim 38, wherein R3 and R4 are each 
-CH3. 

Claim 42. (Previously Presented) The compound of claim 41 , wherein R5 is Ar. 

Claim 43. (Previously Presented) The compound of claim 42, wherein R5 is phenyl. 

Claim 44. (Currently Amended) A compound or pharmaceuticaiiy acceptable salt thereof, 
of the formula: 



O R7 Rq 
I 




I 



wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, an^ 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i d e d that i f ei th e r on e of 
R^- and Ra -i s H, e ach of R a7-R4r^ 6 and R g ar e H and R § i s i sopropy l or ph e ny l , and R 74S 
mothy l or b e nzyl, th e n for wh i ch e ver of R4 -G^^ i s R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four n i trog e n atoms, and z e ro to 
four su l fur atoms, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -OR4e7- 
QgGR^^ , SH, SR4 0 . SOCR 407-^ti42H^407-N(R4Q) a, NHCOR4 eH4R4oCOR4QT -I, -Br, -CI, 
-F, -CN, -CO2H, -G©aR40T -CHO, -GOR4^ , CQNH^, C0NHR 4^ , CON(R 4o)2t -COSH, - 
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COSR4 ^7 OL-N02r-SQ3 H, S0R4e. S0a R4^ , wh e r ei n R to is a li noar, branch e d or cycl i c, ono 
to t e n carbon saturat e d or unsaturat e d a ll <y l group or R ^-and-R a ar e jo i n e d to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is H or CH3; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by jo i n i ng R 4 and R g-ef by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinplyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br. -CI, -F, -CN, - 
CO2H, -CO2R. -CHO, -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, .NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 

ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
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and ArR- wherein R is linear, branclied or cyclic alkyi of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NHz; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 45. (Previously Presented) The compound of claim 42, wherein Re is H or CH3. 

Claim 46. (Previously Presented) The compound of claim 45, wherein Re is H. 

Claim 47. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, and 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i d e d that i f ei ther ono of 
R4 -and Ra . is H, oach of R3 T-R4rR 6 and R % ar e H and R§ i s isopropy l or ph e ny l , and Ry -is 
m e thy l or b e nzyl, then for wh i ch e v e r of R ^-op-R a i s R or ArR , wherein t he definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four n i trog e n atoms, and z e ro to 
four su l fur atomo, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -OR^r- 
02GR4 Q, SH. SR4 0 , SOCR4 €7-NH2r-NHR4gi-N{R4e) a. NHCOR4 07-NR4eCQR407 -I, -Br, -CI, 
-F, -CN, -CO2H, -GQ2R4e7 -CHO, -QQR4 Q, CONHa, CONHR4 0 , CON(R 4^)2t -COSH, - 
COSR 407 gL-N02T— SQ 3H, SOR 4 Q, - SO2 R4 0, wh e r ei n R4 ^ i s a li n e ar, branch e d or cyc li c, on e 
to t e n carbon saturat e d or unsaturat e d a l ky I group or R4 and Ra ar e jo i n e d to form a r i ng ; 
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R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 is independently selected from the group consisting of: H, R, and ArR-; 

Rs is H or CH3; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2. -NHCOR10. -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alky! group, 

the ring formed by jo i ning R^ and R^ -of by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO. -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
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and ArR- wherein R is linear, branched or cyclic alkyi of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; - 
NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 48. (Previously Presented) The compound of claim 42, wherein Rs is H or CH3. 

Claim 49. (Previously Presented) The compound of claim 45, wherein Ra is H or CH3. 

Claim 50. (Previously Presented) The compound of claim 49, wherein Ra is CH3. 

Claim 51 . (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Ry is independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 
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R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10. -NR10COR10. -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 oi" by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H. -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 52. (Previously Presented) The compound of claim 42, wherein Re is H and Rs is 
CH3. 
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Claim 53. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 is a three to six carbon atom, branched alkyi group; 

Re is independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10. -O2CR10. -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 

member non-aromatic cyclic skeleton within the definition of R, 
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Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H. -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 54. (Previously Presented) The compound of claim 42, wherein R7 is a three to six 
carbon atom, branched alky! group. 

Claim 55. (Previously Presented) The compound of claim 45, wherein R7 is a three to six 
carbon atom, branched alkyI group. 

Claim 56. (Previously Presented) The compound of claim 49, wherein R7 is a three to six 
carbon atom, branched alkyI group. 

Claim 57. (Previously Presented) The compound of claim 53, wherein R7 is -C(CH3)3. 

Claim 58. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 
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O C(CH3)3 CH3 



H O 

R2 Ri 



Rc 



wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 

O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
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CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, -NO2. - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with R, 
ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 59. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 



wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 
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O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -ORio, -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO. - 
COR10. -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR. -NH2, -NHR, -N(R)2. -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is -NHCH(Rii)COOH or -NCH3CH(Rii)C00H, wherein Rn is R; or, 
(CH2)nNHC(NH)(NH2). 

Claim 60. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 
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R4 O R7 Rs 

/.N^ Re O 
R2 Ri 

wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, and provided that if either one of Ri 
and R2 is H, each of R3, R4, Re and Rs are H and R5 is isopropyl or phenyl, and R7 is methyl 
or benzyl, then for whichever of Ri or R2 is R or ArR-, the definition of R is limited to a 
saturated or unsaturated moiety having a linear, branched, or non-aromatic cyclic skeleton 
containing one to ten carbon atoms, zero to four nitrogen atoms, and zero to four sulfur 
atoms, and the carbon atoms are optionally substituted with: =S, -OH, -OR10, -O2CR10, -SH, 
-SR10, -SOCR10, -NH2, -NHR10. -N(Rio)2, -NHCOR10, -NR10COR10. -I, -Br, -CI, -F, - 

CN, -CO2H, -CO2R10, -CHO, -COR10. -CONH2. -CONHR10, -CON(Rio)2, -COSH, -COSR10, - 
NO2, -SO3H, -SOR10, -SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon 
saturated or unsaturated alkyi group or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Ra are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 

optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
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NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10. -CON(Rio)2, -COSH, -COSR10. -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH. -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is -OR14 in which R14 is a linear or branched one to six carbon alkyI group. 

Claim 61 . (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 




wherein 
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R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Ra are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is Y-COOH; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10. -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2. -NHR, -N(R)2. -NHCOR, -NRCOR. -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR. and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 
and 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Re is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl. 
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Claim 62. (Withdrawn) A compound or pharmaceutically acceptable salt thereof, of the 
formula: 



wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rq are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is Y-COOCH3; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10. -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 



O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
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CO2H, -CO2R, -CHO, -COR. -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H. -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 
and 

Y is a linear, unsaturated, two to six carbon alky! group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyi of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl. 

Claim 63. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 



Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, and provided that if either one of Ri 
and R2 is H, each of R3, R4, Re and Rs are H and R5 is isopropyl or phenyl, and R7 is methyl 
or benzyl, then for whichever of Ri or R2 is R or ArR-, the definition of R is limited to a 
saturated or unsaturated moiety having a linear, branched, or non-aromatic cyclic skeleton 
containing one to ten carbon atoms, zero to four nitrogen atoms, and zero to four sulfur 
atoms, and the carbon atoms are optionally substituted with: =S, -OH, -OR10, -O2CR10, -SH, 
-SR10, -SOCR10, -NH2, -NHR10, -N(Rio)2. -NHCOR10, -NR10COR10. -I, -Br, -CI, -F, - 

CN, -CO2H, -CO2R10. -CHO, -COR10, -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, - 
NO2, -SO3H, -SOR10, -SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon 
saturated or unsaturated alkyI group or Ri and R2 are joined to form a ring; 




wherein: 
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R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 has the formula: 

O 

II 

— CH— C=C— C— OH 

I I : 

Rl5 R16 

wherein R15 is selected from the group consisting of methyl, ethyl, n-propyl, 
isopropyl, tert-butyl, iso-butyl, and sec-butyl; and R16 is selected from the group consisting 
of H, methyl, ethyl, propyl, iso-propyl, n-butyl, iso-butyl and sec-butyl; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10. -NR10COR10, -I, -Br, -CI. -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 
and 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 

37 

RPP/2 19207.1 



U.S. Patent Application No.: 09/581 ,51 1 
Inventor(s): Andersen ef a/. 
Attorney Docket No.: 108281-00000 



CO2H, -CO2R, -CHO, -COR, -CONH2. -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R. 

Claim 64. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 

R4 O R7 Rs 
Re 0 

R2 Ri 

wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg has the formula: 

0 

II 

— CH— C=C— C— OH 

I I ; 

Rl5 R16 

wherein R15 is selected from the group consisting of methyl, ethyl, n-propyl, 
isopropyl, tert-butyl, iso-butyl, and sec-butyl; and R16 is methyl; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH. -OR10, -O2CR10, -SH, -SR10. -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
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COR10, -CONH2. -CONHR10, -CON(Rio)2, "COSH. -COSR10, -NO2. -SO3H, -SOR10. - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR. -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR. -CONH2, -CONHR. -C0N(R)2, -COSH, -COSR. -NO2, - 
SO3H, -SOR, and -SO2R; and 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl. benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl. thiazolyl, oxazolyl, and pyridinyl. optionally substituted with R or X. 

Claim 65. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl. or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R. and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H. R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Re are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 has the formula: 
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o 

II 

— CH— C=C— C— OH 

I I : 

Rl5 Rl6 

wherein R15 is isopropyl and Rie is methyl; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I. -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated a Iky I group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI. -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; and 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X. 

Claim 66. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 
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Ri and R2 are independently selected from the group consisting of: H, R, and ArR-, 
provided that neither Ri or R2 is tert-butoxycarbonyl, or Ri and R2 are joined to form a ring; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is H or CH3; 

R7 is a three to six carbon atom, branched alkyi group; 

Ra is independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg has the formula: 

0 

II 

— CH— C=C— C— OH 

I I : 

Rl5 R16 

wherein R15 is selected from the group consisting of: methyl, ethyl, n-propyl, 
isopropyl, tert-butyl, iso-butyl, and sec-butyl; and R16 is selected from the group consisting 
of H, methyl, ethyl, propyl, iso-propyl, n-butyl, iso-butyl and sec-butyl 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10. -NR10COR10. -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alky! group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
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CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; and 

Ar is an aronnatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X. 

Claim 67. (Canceled) 

Claim 68. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




Re O 

R2 Ri 



and having the configuration: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, af^ 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i d e d that i f e i th e r on e of 
R4 -and Rg-is H, e ach of Ra i-R4r^ and R g ar e H and R§ i s i sopropy l or ph e ny l , and R7 -4s 
m e thy l or b e nzy l , th e n for wh i ch e v e r of R :v-ofR 2 i s R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four n i trog e n atoms, and z e ro to 
four su l fur atoms, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -ORi^— 
SH, SR 40 , SOCR 4€7-NHa7-NHR4or'N(R4o)2 . NHCOR 407-NR4^COR4ot -I, -Br, -CI, 
-F, -CN, -CO2H, -GO2R40T -CHO, -GGR4^ , CONH 2 , CONHR 40 , C0N(R4 Q)aT -COSH, - 
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COSR4 07 OL-NO27-SQ3 H, SOR 4or-SQaR4 0, wh e r e in R^ q i s a l i near, branch e d or oyo li o, on e 
to ton carbon saturat e d or unsaturat e d alky i group or R ^-and- ^ are jo i ned to form a ring ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2. - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI. -F, -CN, -CO2H, -CO2R10. -CHO, - 
COR10, -CONH2, -CONHR10. -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, 

the ring formed by jo i n i ng R 4 and R g-er by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br. -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2. -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 

ArR-, or X; provided however if Ra is H. then the optional substituents on Y are limited to R 
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and ArR- wherein R is linear, branched or cyclic alkyi of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 69. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, an4 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and provid e d that if e ither on o of 
R^- and R 2-i s H, e ach of Ra r-RAi-Rg and R % ar e H and R§ i s i sopropy l or ph e ny l , and R :^-4s 
m e thyl or b o nzy l , th e n for wh i ch e v e r of R ^-ef-R g is R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four nitrog e n atoms, and z e ro to 
four su l fur atoms, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -OR4^— 
OaGR4^ , SH, SR4 ^ , SOCR^ qH^^t-NHR^ot-^i^) ^, NHCOR 4^r-NR4oCOR40T -I, -Br, -CI, 
-F, -CN, -CO2H, "G02R4^T -CHO, -GQR4^ , CONH2, C0NHR4 ^ . CON(R 4o)2t -COSH, - 
COSR 4QT 0L-NQ2 . SO a H, S0R 4^ , S0 3R4^ , wh e r ei n i s a li n e ar, branched or cycl i c, on e 
to t e n carbon saturat e d or unsaturat e d a l kyI group or R4 . and R g ar e jo i n e d to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 
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Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10. -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by jo i n i ng R 4 and R g-^ by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alkyI group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl, wherein Y comprises a chiral center of the S- 
configuration and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR 

-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
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formula: R, or-(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof. 



Claim 70. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 

R4 O R7 Rs 

I 



R3 
R5 



^N^ Rft O 



I 



and having the configuration: 

R4 




wherein: 

Ri and R2 are independently selected from the group consisting of: H[[,]] and R, aft4 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i d e d that i f ei th e r on e of 
R4 -and R3 -i s H, e ach of R a^^Ar-Re and R g ar e H and R § i s isopropy l or pheny l , and R y4s 
m e thy l or b e nzy l , th e n for wh i ch o v o r of R^ -o^^a i s R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four n i trog e n atoms, and z e ro to 
four su l fur atoms, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -OR4^— 
QaGR4Q , SH, SR^, sOCR4 ^H4H2H^407-N(R4q) 2, NHCQR 4^H^4^GQR40t -I, -Br, -CI, 
-F, -CN, -CO2H, -G©2R4«T -CHO, -GGR40 . CONH2, CONHR4 0 , C0N(R 4^>gT -COSH, - 
COSR 40T OL-NO2 , SO 3 H, SOR 40 , SO aR^Q , whoro i n R4 ^ i s a li n e ar, branched or cyclic, on e 
to t e n carbon saturat e d or unsaturat e d alky i group or R4 and R3 ar e join e d to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 
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Rs is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

Ry and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2. -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, -NO2. -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by jo i ning R 4 . and R^ -of by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, .N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Y is a linear, unsaturated, two to six carbon alky! group, optionally substituted with R, 
ArR-, or X; provided however if Rg is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyI of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 

-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
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formula: R, or -(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH){NH2), or pharmaceutically acceptable salt 
thereof. 

Claim 71 . (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the configuration: 




and having the formula: 




wherein R5 is Ar; R3 and R4 are each CH3; Ri. R2, Re and Rs are independently H or 

CH3; R7 is a three to six carbon branched alkyi group; and, R9 has the formula 

O 
II 

— CH— C=C— C— OH 
I I 
Rl5 R16 

wherein R15 is selected from the group consisting of methyl, ethyl, n-propyl, 
isopropyl, tert-butyl, iso-butyl, and sec-butyl; and R16 is selected from the group consisting 
of H, methyl, ethyl, propyl, iso-propyl, n-butyl, iso-butyl and sec-butyl; 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10. -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10. -CHO, - 
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COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H. -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X. 

Claim 72. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




Claim 73. (Currently Amended) A pharmaceutical composition comprising a compound or 
pharmaceutically acceptable salt thereof, of the formula 




wherein: 
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Ri and R2 are independently selected from the group consisting of: H[[,]] and R, an4 
AfR-, provided that neither Ri or R2 is tert-butoxycarbonyl, and prov i ded that i f e ither one of 
R4-aft€l-R2-i s H, oach of R3 7-R47-R6-aRd-R 8 aro H and R§ i s i sopropy l or ph e ny l , and R? -4s 
m e thy l or bonzy l , thon for wh i chovor of R^ -o^R g is R or ArR , wherein the definition of R is 
limited to a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton containing one to ten carbon atoms, z e ro to four nitrogen atoms, and zoro to 
four sulfur atoms, and the carbon atoms are optionally substituted with: [[=S,]] -OH, -OR407- 
O2GR«r-SHr-SR4«r-SOGR4«r-^m2H^40T-N4R4«)27-NHG©R4e^^ -j, -Br, -CI, 

-F. -CN. -CO2H, -G©2R40T -CHO, -GQR4 0. CONH2, CONHR40. CON(R4 o)2t -COSH, - 
COSR 4a7 OL-NO27-SQ 5H, SOR 4g7-SQ2R4o , wh e r ei n R40 i s a li near, branch e d or cyc l ic, on e 
to t e n carbon saturat e d or unsaturat e d a l ky i group or R4 -aftd-R2 ar e jo i ned to form a r i ng ; 

R3 and R4 are independently selected from the group consisting of: H, R, and ArR-, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

Re is selected from the group consisting of: H, R, and ArR-; 

R7 and Rs are independently selected from the group consisting of: H, R, and ArR-; 

and 

Rg is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10. -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 

member non-aromatic cyclic skeleton within the definition of R, 
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X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br. -CI, -F, -CN, - 
CO2H, -CO2R. -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, fury!, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alky! group, optionally substituted with R, 
ArR-, or X; provided however if Rs is H, then the optional substituents on Y are limited to R 
and ArR- wherein R is linear, branched or cyclic alkyi of one to ten carbon atoms and Ar is 
phenyl, naphthyl, anthracyl, or phenanthryl; and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; -NRCH(Rii)COOH; and -NRCH(Rii)COOH, wherein Rn is a moiety having the 
formula: R, or-(CH2)nNRi2Ri3, wherein n=1-4 and R12 and R13 are independently selected 
from the group consisting of: H; R; and -C(NH)(NH2), or pharmaceutically acceptable salt 
thereof; and an acceptable pharmaceutical excipient. 

Claim 74. (Withdrawn) A method of treating tumors by arresting cell mitosis in a patient in 
need of such treatment comprising administering to said patient an anti-mitotic effective 
amount of at least one compound of claim 22. 

Claim 75. (Currently Amended) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected such that neither Ri or R2 is tertbutoxy 
carbonyl (tboc), from the group consisting of: H and a saturated or unsaturated moiety 
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having a linear, branched, or non-aromatic cyclic skeleton containing one to ten carbon 
atoms, z e ro to on e n i trog e n atoms, z e ro to four oulfur atoms and the carbon atoms are 
optionally substituted with: [[=S,]] -OH ; SH, NH g, -I, -Br, -CI, -F, -CN, -CO2H, -CHO, 
CQNH a, -COSH, and - NO2 and SO 3H; 

R3 and R4 are H or a saturated or unsaturated moiety having a linear, branched, or 
non-aromatic cyclic alkyi containing one to ten carbon atoms optionally substituted with: =0, 
=S, -OH, -SH, -NH2, -I, -Br, -CI, -F, -CN, -CO2H, -CHO. -CONH2, -COSH, -NO2, -SO3H, 
or R3 and R4 are joined to form a ring; 

R5 is selected from the group consisting of: H, R, ArR-, and Ar; 

R7 is ArR- or a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -SH, -NH2, -I, -Br, -CI, -F, -CN, -CO2H, -CHO, - 
CONH2. -COSH, -NO2; 

Re is selected from the group consisting of: H and a saturated or unsaturated moiety 
having a linear, branched, or non-aromatic cyclic skeleton containing one to ten carbon 
atoms optionally substituted with -OH; and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, •NH2, - 
NHR10, -N(Rio)2, -NHCOR10. -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10. -CONH2, -CONHR10, -CON(Rio)2, -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein R10 is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyI group, 

the ring formed by join i ng R^and R^ -of by joining R3 and R4 is a three to seven 

member non-aromatic cyclic skeleton within the definition of R, 
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X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 
anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 
isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 

Y is a linear, unsaturated, two to six carbon alkyi group, optionally substituted with: 

(a) phenyl, 

(b) naphthyl, 

(c) anthracyl, 

(d) phenanthryl, or 

(e) a saturated or unsaturated moiety having a linear, branched, or non-aromatic 
cyclic skeleton consisting of one to ten carbon atoms optionally substituted with: =S, -OH; 
and 

Z is defined as a moiety selected from the group consisting of: -OH, -OR; -SH; -SR; 
-NH2; or pharmaceutically acceptable salt thereof. 

Claim 76. (Previously Presented) A compound or pharmaceutically acceptable salt thereof, 
of the formula: 




wherein: 

Ri and R2 are independently selected from the group consisting of: H, methyl, ethyl, 
propyl and n-butyl; 
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R3 and R4 are independently selected from the group consisting of H, methyl, ethyl, 
n-propyl and n-butyl, or R3 and R4 are joined to form a three to seven member non-aromatic 
ring; 

R5 is selected from the group consisting of: R, ArR-, and Ar; 

R7 is ArR- or a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four oxygen atoms, 
and zero to four sulfur atoms, and the carbon atoms are optionally substituted with: =0, - 
OH, -SH, -NH2, -I, -Br, -CI, -F, -CN, -CO2H, -CHO; 

Re is selected from the group consisting of: H and CH3; 

and 

R9 is: 

O 

II ; 

Z— C— Y 

R is defined as a saturated or unsaturated moiety having a linear, branched, or non- 
aromatic cyclic skeleton containing one to ten carbon atoms, zero to four nitrogen atoms, 
zero to four oxygen atoms, and zero to four sulfur atoms, and the carbon atoms are 
optionally substituted with: =0, =S, -OH, -OR10, -O2CR10, -SH, -SR10, -SOCR10, -NH2, - 
NHR10, -N(Rio)2, -NHCOR10, -NR10COR10, -I, -Br, -CI, -F, -CN, -CO2H, -CO2R10, -CHO, - 
COR10, -CONH2, -CONHR10, -CON(Rio)2. -COSH, -COSR10, -NO2, -SO3H, -SOR10, - 
SO2R10, wherein Rio is a linear, branched or cyclic, one to ten carbon saturated or 
unsaturated alkyi group, 

the ring formed by joining Ri and R2 or by joining R3 and R4 is a three to seven 
member non-aromatic cyclic skeleton within the definition of R, 

X is defined as a moiety selected from the group consisting of: -OH, -OR, =0, =S, - 
O2CR, -SH, -SR, -SOCR, -NH2, -NHR, -N(R)2, -NHCOR, -NRCOR, -I, -Br, -CI, -F, -CN, - 
CO2H, -CO2R, -CHO, -COR, -CONH2, -CONHR, -C0N(R)2, -COSH, -COSR, -NO2, - 
SO3H, -SOR, and -SO2R; 

Ar is an aromatic ring selected from the group consisting of: phenyl, naphthyl, 

anthracyl, phenanthryl, furyl, pyrrolyl, thiophenyl, benzofuryl, benzothiophenyl, quinolinyl, 

isoquinolyl, imidazolyl, thiazolyl, oxazolyl, and pyridinyl, optionally substituted with R or X; 
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Y is a linear, unsaturated, two to six carbon alky! group, optionally substituted with 
phenyl, naphthyl, anthracyl, phenanthryl or a saturated or unsaturated moiety having a 
linear, branched, or non-aronnatic cyclic skeleton containing one to ten carbon atoms 
optionally substituted with: =S, -OH; and 

Z is defined as a moiety selected from the group consisting of: -OH; -OR; -SH; -SR; 
-NH2; or pharmaceutically acceptable salt thereof. 

Claim 77. (Previously Presented) The compound of claim 75, of the configuration: 




Claim 78. (Previously Presented) The compound of claim 75, of the configuration: 
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